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AB Mucoadhesive granules comprising 

a) carbomer and/or a salt thereof; and 

b) an inert filler. 

The granules preferably further comprise a pharmaceutically active agent 
suitable for sustained release into the gastrointestinal tract or for 
targeted delivery to the gastrointestinal mucosa. 
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carbomer, are discloses which may be incorporated into pharmaceutical 
compositions for oral, oral delayed-release, and rectal administration. 
The complexes may be combined with an antibiotic, such as tetracycline, 
and an antiprotozoal agent, e.g. Metronidazole, for use in the treatment 
of Helicobacter pylori infection. The treatment of inflammatory bowel 
disease using bismuth/polyacrylate complexes, or other bismuth 
preparations, is also described. 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB A composition providing a relatively slow release of water-soluble 

drugs, such as apomorphine, for delivery via the sublingual or buccal 
routes . 
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AB A composition containing a water soluble or water swellable 

polyelectrolyte mixed salt in a dentifrice base or other oral 
compositions which can be used for relieving pain and discomfort caused 
by hypersensitive teeth. 
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AB Disclosed are denture adhesive compositions possessing improved 

aesthetics and comprising a component which provides for easy removal of 
the adhesive from the denture and a hydrophilic powder. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
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Compositions to deposit an active substance on a target surface (i.e. 
fabric, sun, hair, teeth) . The active substance is left on the surface, 
after the product is rinsed off the surface. The preferred deposition is 
from compositions containing an anionic or nonionic active in the 
co-presence of an anionic surfactant. The compositions contain carrier 
particles having a zwitterionic or cationic surface and a plurality of 
outwardly protruding filaments containing charged organocarbyl groups . 
The active substance is contained within the carrier particles. 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
AB 



An orally administrable pharmaceutical dosage form for selectively 
administering a drug to the intestine comprises a plurality of enteric 
coated granules of the drug contained in an enterically coated capsule 
which releases the granules in the small intestine. The granules are 
preferably coated with a coating which remains intact until the coated 
granules reach at least the ileum and thereafter provide a sustained 
release of the drug in the colon. Suitable coating materials are 
selected from the Eudragit range of (meth) acrylate and (meth) acrylic and 
polymers. The invention has particular application to topically active 
drugs such as topically active steroids, bismuth salts and complexes, 
and especially, 5-amino-salicylic acid. 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
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extracellular enzyme prodn. by fungal pellets cultured in a 
novel continuous perfusion bioreactor is investigated. Cell retention 
during perfusion culture is achieved by incorporating an internal settling 
zone into an external - loop air-lift bioreactor. Prodn. of an 
extracellular enzyme, acid phosphatase, by the filamentous fungus 
Neurospora crassa was chosen as a model system. In order to control 
culture morphol . to allow effective long-term perfusion culture, an 
anionic polymer Carbopol (carboxypolymethylene) at 0.1% 
was added to the culture medium to promote growth in a more dispersed 
form. The bioreactor has shown a high pellet retention efficiency over a 
wide range of medium perfusion rates. The fungal pellets were 
successfully cultivated in the bioreactor for over 30 days. By operating 
the bioreactor under phosphate limitation, and by a step-wise increase of 
the perfusion rate from 0.5 to 1 d-1, a steady state phosphatase 
volumetric productivity of ca . 900 U L-1 d-1 was reached while cell dry 
wt. was maintained at over 4 g L-1. 
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enhancing component, that enhances the pharmacokinetic disposition of 
the therapeutic component, are disclosed. The therapeutic component may 
include an alpha-2-adrenergic agonist and the efficacy enhancing 
component may include fatty acids. In one embodiment, the therapeutic 
component and the efficacy enhancing component form a complex. 
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Alpha-2-Adrenergic Agonist/Fatty Acid Compositions Compositions 



comprising an alpha-2-adrenergic agonist component and a fatty acid 
component are disclosed. In one embodiment, the fatty acid components 
include fatty acids. In a preferred embodiment, the alpha-2-adrenergic 
agonist component and the fatty acid component forms a complex. 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 



L21 ANSWER 4 OF 6 USPATFULL on STN 



ACCESSION NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 



2002: 344478 USPATFULL 

Compositions having enhanced pharmacokinetic 
characteristics 

W oodward,. David F. , Lake Forest, CA, UNITED STATES 
Ambrus, Gyorgy, Santa Ana, CA, UNITED STATES 
Allergan Sales Inc., Irvine, CA (U.S. corporation) 



NUMBER 



KIND 



DATE 



PATENT INFORMATION: 
APPLICATION INFO. : 
DOCUMENT TYPE: 
FILE SEGMENT: 
LEGAL REPRESENTATIVE 

NUMBER OF CLAIMS: 
EXEMPLARY CLAIM: 
LINE COUNT: 
CAS 
AB 



US 2002198209 Al 20021226 

US 2001-847935 Al 20010503 (9) 

Utility 
APPLICATION 

Frank J. Uxa, Stout, Uxa, Buyan & Mullins, LLP, Suite 
300, 4 Venture, Irvine, CA, 92618 
35 
1 

1065 

INDEXING IS AVAILABLE FOR THIS PATENT. 

Compositions comprising a therapeutic component and an efficacy 



enhancing component that enhances the pharmacokinetic disposition of the 
therapeutic component is disclosed. In one embodiment, the therapeutic 
component includes an alpha-2-adrenergic agonist. In another embodiment, 
the efficacy enhancing components include fatty acids . In a preferred 
embodiment, the therapeutic component and the efficacy enhancing 
component forms a complex. 
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The invention provides conjugates of cis-docosahexaenoic acid and 
pharmaceutical agents useful. in treating noncentral nervous system 
conditions. Methods for selectively targeting pharmaceutical agents to 
desired tissues are provided. 
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AB The invention provides conjugates of cis-docosahexaenoic acid and 

taxanes useful in treating cell proliferative disorders. Conjugates of 
paclitaxel and docetaxel are preferred. 
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The present invention provides novel combinations of dithiocarbamate 
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disulfide dimers with other active agents. In one method, the disulfide 
derivative of a dithiocarbamate is coadministered with a 
thiazolidinedione for the treatment of diabetes. In another embodiment, 
In another embodiment, invention combinations further comprise 
additional active agents such as, for example, metformin, insulin, 
sulfonylureas, and the like. In another embodiment, the present 
invention relates to compositions and formulations useful in such 
therapeutic methods. 
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AB In accordance with the present invention, there are provided conjugates 

of nitric oxide scavengers (e.g., dithiocarbamates , or "DC") and 
pharmacologically active agents (e.g., NSAIDs). Invention conjugates 
provide a new class of pharmacologically active agents (e.g., 
anti-inflammatory agents) which cause a much lower incidence of 
side-effects due to the protective effects imparted by modifying the 
pharmacologically active agents as described herein. In addition, 
invention conjugates are more effective than unmodified 

pharmacologically active agents because cells and tissues contacted by 
the pharmacologically active agent (s) are protected from the potentially 
damaging effects of nitric oxide overproduction induced thereby as a 
result of the co-production of nitric oxide scavenger (e.g., 
dithiocarbamate) > in addition to free pharmacologically active agent, 
when invention conjugate is cleaved. 
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fatty acid component, that enhances the pharmacokinetic disposition of 
the therapeutic component, are disclosed. The fatty acid component may 
include linolenic acid and/or other fatty acids. In 

a one embodiment, the alpha-2-adrenergic agonist component and the fatty 
acid component form a complex. 
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Compositions comprising a therapeutic component and an efficacy 



enhancing component, that enhances the pharmacokinetic disposition of 
the therapeutic component, are disclosed. The therapeutic component may 
include an alpha-2-adrenergic agonist and the efficacy enhancing 
component may include fatty acids. In one embodiment, the therapeutic 
component and the efficacy enhancing component form a complex. 
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AB The present invention provides a novel dithiocarbamamte disulfide dimer 

useful in various therapeutic treatments, either alone or in combination 
with other active agents. In one method, the disulfide derivative of a 
dithiocarbamate is coadministered with an agent that inactivates (or 
inhibits the production of) species that induce the expression of nitric 
oxide synthase to reduce the production of such species, while, at the 
same time reducing nitric oxide levels in the subject. In another 
embodiment, free iron ion levels are reduced in a subject by 
administration of a disulfide derivative of a dithiocarbamate ( s ) to 
scavenge free iron ions, for example, in subjects undergoing 
anthracycline chemotherapy. In another embodiment, cyanide levels are 
reduced in a subject by administration of a disulfide derivative of a 
dithiocarbamate so as to bind cyanide in the subject. In a further 
aspect, the present invention relates to compositions and formulations 
useful in such therapeutic methods. 
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AB Compns. comprising an . alpha . 2-adrenergic agonist component and a fatty 
acid component are described. In a preferred embodiment, the 
. alpha . 2-adrenergic agonist component and the fatty acid component form a 
complex, such as an ion pair complex. For example, brimonidine-linoleic 
acid ion pair complex was able to reduce intraocular pressure in a 
rabbit *s eye for at least 6 h. 
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AB Alpha-2-Adrenergic Agonist/Fatty Acid Compositions Compositions 

comprising an alpha-2-adrenergic agonist component and a fatty acid 
component are disclosed. In one embodiment, the fatty acid components 
include fatty acids. In a preferred embodiment, the alpha-2-adrenergic 
agonist component and the fatty acid component forms a complex. 
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enhancing component that enhances the pharmacokinetic disposition of the 
therapeutic component is disclosed. In one embodiment, the therapeutic 
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component includes an alpha-2-adrenergic agonist. In another embodiment, 
the efficacy enhancing components include fatty acids. In a preferred 
embodiment, the therapeutic component and the efficacy enhancing 
component forms a complex. 
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AB The present invention provides a novel dithiocarbamamte disulfide dimer 

useful in various therapeutic treatments, either alone or in combination 
with other active agents. In one method, the disulfide derivative of a 
dithiocarbamate is coadministered with an agent that inactivates (or 
inhibits the production of) species that induce the expression of nitric 
oxide synthase to reduce the production of such species, while, at the 
same time reducing nitric oxide levels in the subject. In another 
embodiment, free iron ion levels are reduced in a subject by 
administration of a disulfide derivative of a dithiocarbamate ( s ) to 
scavenge free iron ions, for example, in subjects undergoing 
anthracycline chemotherapy. In another embodiment, cyanide levels are 
reduced in a subject by administration of a disulfide derivative of a 
dithiocarbamate so as to bind cyanide in the subject. In a further 
aspect, the present invention relates to compositions and formulations 
useful in such therapeutic methods. 
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AB In accordance with the present invention, there is provided a new class 

of drugs for therapeutic treatment of such indications as cerebral 
stroke and other ischemia/reper fusion injury. Thus, in accordance with 
the present invention, dithiocarbamates are linked to the surface of a 
non-immunogenic, non-targeting macromolecule other than an antibody 
(e.g., albumin protein) either by using cross-linking reagents or by 
nonspecific binding to produce polydithiocarbamate-macromolecule- 
containing compositions, which represent a new class of drugs for 
therapeutic treatment of such indications as cerebral stroke and other 
ischemia/reperf usion injury. In accordance with another aspect of the 
present invention, combinational therapeutic methods have been developed 
for the in vivo inactivation or inhibition of formation (either directly 
or indirectly) of species which induce the expression of inducible 
nitric oxide synthase, as well as reducing nitric oxide levels produced 
as a result of .NO synthase expression. In accordance with yet another 
aspect of the present invention, magnetic resonance imaging methods have 
been developed for the measurement of cerebral and cardiac blood flow 
and infarct volume in ischemic stroke or heart attack situations. Such 
methods employ iron-containing complexes of a composition comprising a 
dithiocarbamate and a non-immunogenic, non-targeting macromolecule other 
than an antibody as contrast agents. 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB In accordance with the present invention, there are provided conjugates 

of nitric oxide scavengers (e.g., dithiocarbamates, or "DC") and 
pharmacologically active agents (e.g., NSAIDs). Invention conjugates 
provide a new class of pharmacologically active agents (e.g., 
anti-inflammatory agents) which cause a much lower incidence of 
side-effects due to the protective effects imparted by modifying the 
pharmacologically active agents as described herein. In addition, 
invention conjugates are more effective than unmodified 
pharmacologically active agents because cells and tissues contacted by 
the pharmacologically active agent (s) are protected from the potentially 
damaging effects of nitric oxide overproduction induced thereby as a 
result of the co-production of nitric oxide scavenger (e.g., 
dithiocarbamate) , in addition to free pharmacologically active agent, 
when invention conjugate is cleaved. 
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The invention provides conjugates of fatty acids and pharmaceutical 
agents useful in treating noncentral nervous system conditions. Methods 
for selectively targeting pharmaceutical agents to desired tissues are 
provided. 
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The present invention provides a novel dithiocarbamamte disulfide dimer 



useful in various therapeutic treatments, either alone or in combination 
with other active agents. In one method, the disulfide derivative of a 
dithiocarbamate is coadministered with an agent that inactivates (or 
inhibits the production of) species that induce the expression of nitric 
oxide synthase to reduce the production of such species, while, at the 
same time reducing nitric oxide levels in the subject. In another 
embodiment, free iron ion levels are reduced in a subject by 
administration of a disulfide derivative of a dithiocarbamate (s ) to 
scavenge free iron ions, for example, in subjects undergoing 
anthracycline chemotherapy. In another embodiment, cyanide levels are 
reduced in a subject by administration of a disulfide derivative of a 
dithiocarbamate so as to bind cyanide in the subject. In a further 
aspect, the present invention relates to compositions and formulations 
useful in such therapeutic methods. 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB In accordance with the present invention, there are provided conjugates 

of physiologically compatible free radical scavengers (e.g., 
dithiocarbamate disulfides (DD) ) and pharmacologically active agents 
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(e.g., NSAIDS) . Invention conjugates provide a new class of 
pharmacologically active agents (e.g., anti-inflammatory agents) which 
cause a much lower incidence of side-effects due to the protective 
effects imparted by modifying the pharmacologically active agents as 
described herein. In addition, invention conjugates are more effective 
than unmodified pharmacologically active agents because cells and 
tissues contacted by the pharmacologically active agent (s) are protected 
from the potentially damaging effects of free radical overproduction 
induced thereby as a result of the co-production of free radical 
scavenger (e.g., dithiocarbamate) , in addition to free pharmacologically 
active agent, when invention conjugate is cleaved. 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB The present invention provides a novel dithiocarbamate disulfide dimer 

useful in various therapeutic treatments, either alone or in combination 
with other active agents. In one method, the disulfide derivative of a 
dithiocarbamate is coadministered with an agent that inactivates (or 
inhibits the production of) species that induce the expression of nitric 
oxide synthase to reduce the production of such species, while, at the 
same time reducing nitric oxide levels in the subject. In another 
embodiment, free iron ion levels are reduced in a subject by 
administration of a disulfide derivative of a dithiocarbamate ( s ) to 
scavenge free iron ions, for example, in subjects undergoing 
anthracycline chemotherapy. In another embodiment, cyanide levels are 
reduced in a subject by administration of a disulfide derivative of a 
dithiocarbamate so as to bind cyanide in the subject. In a further 
aspect, the present invention relates to compositions and formulations 
useful in such therapeutic methods. 
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In accordance with the present invention, there are provided conjugates 
of nitric oxide scavengers (e.g., dithiocarbamates , or "DC") and 
pharmacologically active agents (e.g., NSAIDs) . Invention conjugates 
provide a new class of pharmacologically active agents (e.g., 
anti-inflammatory agents) which cause a much lower incidence of 
side-effects due to the protective effects imparted by modifying the 
pharmacologically active agents as described herein. In addition, 
invention conjugates are more effective than unmodified 

pharmacologically active agents because cells and tissues contacted by 
the pharmacologically active agent (s) are protected from the potentially 
damaging effects of nitric oxide overproduction induced thereby as a 
result of the co-production of nitric oxide scavenger (e.g., 
dithiocarbamate) , in addition to free pharmacologically active agent, 
when invention conjugate is cleaved. 
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